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Claims 

l.Acompoundof fonnula(I) 

r'-^n^r' 

* ■ I ^ ■ • 

and pfaarmaceutically acceptable salts thereof, in which . 

and R^. independently represent phenyl, thienyl or pyridyl each of which is 
independently optionally substituted by one or more groups represented by Z; 

2 represents a Ci^allcyl group optionally substituted by one or more: hydroxy; a Ci-6alkoxy 
group optionally substituted by one or more fluoro; a Ca-scycloalkyl group; a saturated or 
partially unsaturated 5 to 8 merabered heterocyclic group containing one or more 
heteroatoms selected from nitrogen, oxygen or sulphur; or by a group NR^^" (in which 
R^^and R^* independently represent hydrogen, a Ci-^alkyl groiq>, a Ci-^alkanoyl group or a 
Ci-6alkoxycarbonyl group), or Z represents a Cs^cycloalkyl group, a Ci-6alkoxy group 
(optionally substituted by one or more fluoro), hydroxy, halo, trifluoromethyl, 
trlfluoromethylthio, trifluoromethylsulphonyl, lutro,, a group NR"r" (in which R}^ and R" 
independently represent hydrogen, a Ci^alkyl group, a Ci-ealkanoyl group or a Ci. 
galkoxycarbonyl group), mono or di Q.aalkylamido, Ci-aalkylthio, Ci.salkylsulphonyl, Ci. 
salkylsulphonyloxy, Cj.salkoxycaibonyl, carboxy, cyano, carbamoyl, mono or di Cioalkyl 
carbamoyl, sulphamoyl, acetyl, an aromatic heterocyclic group which is optionally 
substituted by one or more halo, Ci.4alkyl, trifluoromethyl or trifluoromethoxy and a 
saturated or partially unsaturated 5 to 8 membered heterocyclic group containing one or 
more heteroatoms selected from nitrogen, oxygen or sulphur wherein the heterocyclic 
group is optionally substituted by one or more doalkyl groups, hydroxy, fluoro, benzyl 
or an amino group -NR^R^ in which R* and R' independenfly represent H or d^kyl ; 
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represents a group of fomula X-Y-NR^^ 
in which X is CO or SO2 

and Y is absent or represents NH optionally substituted by a Ci-aalkyl group 
and and R^ independently represent: . 
5 a Ci^alkyl group optionally substituted by one or more hydroxy; 

an (aniino)CMalkyl- group in which the amino is optionally substituted by one or more 
Ci.aalkyl groups; 

! a group (C3.i2cycloalkyl)(CH2)g- wherein g is 0. 1, 2 or 3 wherein the cycloalkyl is 
optionally substituted by one or more fluoro, hydroxy, Cj-aalkyl, Ci^alkoxy, 

10 trifluoromethyl or trifluoromethoxy; 

a group --(CH2)r(phenyl )s in which r is 0, 1, 2, 3 or 4, s is 1 when r is 0 otherwise s is 1 or 2 
and the phenyl groups are optionally independently substimted by one or more groups 
represented by Z; 
naphthyU 

15 anthracenyl; 

a saturated or partially unsaturated 5 to 8 membered heterocyclic group containing one or 
more heteroatoms selected from nitrogen, oxygen or sulphur wherein the heterocyclic, 
group is optionally substituted by one or more Ci.aalkyi groups, hydroxy, fluoro, 
trifluoromethyl , benzyl or an amino group -NRW in which R* and R^ independently 
20 represent H or CiJialkyl ; 
1-adamantylmethyl; 

a group - (CH2)t Het in which t is 0,1, 2, 3 or 4, and the alkylene chain is optionally 
substituted by one or more Cusalkyl groups and Het represents an aromatic heterocyclic 
group optionally substituted by one, two or three groups selected from a Ci.salkyl group, a 
25 . Q-salkoxy group or halo; 

or R^ represents H and R^ is as defined above; 

or R^ and R^ together with the nitrogen atom to which they are attached represent a ' 
saturated or partially unsaturated 5 to 8 membered heterocyclic group containing one 
nitrogen and optionally one of the following: oxygen, sulphur or an additional nitrogen; 
30 wherein the heterocyclic group is optionally substituted by one or more more Ci.salkyl 



wo 2004/111034 PCT/SE2004/W)0!>70 

103 

groups, hydroxy, fluoro, trifluorcmethyl, tiifluoromethoxy, benzyl, Ci^alkanoyi or an 
amino group -NR^R^ in which R* and R^ independently represent H or CMalkyl ; 

R^ represents a group of formula (OKWnCOOR^ 

in which n is 0, 1. 2, 3 or 4; and R'' represents a CMalkyl group, a Ca-ucycloalkyl group 
or a (C3-i2cycloaikyl)Ci.3alkyl- group each of which is optionally substituted by one or 
more of the following: a Cj-ealkyl group; fluoro, amino or hydroxy, or 

R^ represents a group -(CH2)aphenyl in which a is 0, 1, 2, 3 or 4 and the phenyl group is ' 
optionally substituted by one or more groups represented by 2 which may be the same or 
different or 

R^ represents a saturated or partially unsaturated 5 to 8 membered heterocyclic group 
containing one or more of the of the following: oxygen, sulphur or nitrogen; wherein the 
heterocyclic group is optionally substituted by one or more Ci^yl groups, Ci.aacyl 
groups, hydroxy, amino or benzyl; or 

R* represents a group of formula -(CH2)o-0.(CH2)p- in which o and p independently 
represent an integer 0, 1, 2, 3 or 4 and each of the alkyl chains is independently optionally 
substituted by one or more Ci^alkyl groups, Ci.6alkoxy groups or hydroxy and R* 
represents a Ci.ualkyl group or a Ci.i2alkoxy group or R* represents phenyl optionally 
independendy substituted by one or more Z groups or R^ represents an aromatic 
heterocyclic group or a saturated or partially unsaturated 5 to 8 membered heterocyclic 
group containing one or more of one following: oxygen, sulphur or nitrogen wherein each 
of these rings is optionally substituted by one or more groups represented by Z which may 
be the same or different; with the proviso that R"^ is not a Ci jalkoxymethyl group unless 
R^ represents a group of formula X-YNR^^ in which X is CO and Y is absent and is H 
and R^ is a Cs^ cydoalkyl group substituted by one or more fluoro or X is CO and Y is NH 
and NR^R^ together represent a piperidino group substituted by one or more fluoro; or R* 
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represents a Cs-gcycloalkyl group or a Ca-acycloalkenyl group optionally substituted by one 
or more groups represented by Z which oiay be the same or dif&rent; 

represents a C4.i2alkyl group optionally substituted by one or more fluoro, hydroxy, or 
s amino; or 

represents a group of formula -(CH2)qR^ in which q is 0, 1, 2, 3 or 4 and R^ represents 
a C3.i2cycloalkyl group, a C3.i2cycloalkenyl group, phenyl, an aromatic heterocyclic group 
or a saturated or partially unsaturated 5 to 8 membered heterocyclic group containing one 
10 or more of one following: oxygen, sulphur or nitrogen wherein each of these rings is 
. optionally substituted by one or more groups represented by Z which may be the sanie or 
different; or 

R* represents a group of formula -L'r' in wWch represents a Ci-ealkenylene chain 
15 optionally substituted by one or more Ci.4allcyl groups and R' is as previously defined; or 

R"^ represents a group of formula -(CHaWO-CCO)- R^*^ in which m represents an integer 0, 

1, 2, 3 or 4, in which R*° represents a Ci.iaalkyl group optionally substituted by one or 
more fluoro, hydroxy, or amino or R^^ represents a group of formula -(CH2)qR^ in which 

20 q and R^ is as previously described;or 

R"^ represents a group of formula CONR"r" in which R" and R" independently represent 
H or a Ci^alkyl group or a Ci.8alkyl group substituted by one or more hydroxy groups 
25 provided that at least one of R^ ' and R*^ is a hydroxyCi.galkyl group; or 

R"* represents a group of formula -L"CN in which 1? represents a Ci^alkylene chain. 

2. A compound according to claim 1 represented by formula Ila 
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Ha 

Wherein and independently represent phenyl optionally independently substituted by 
halo or pyiidyl, 

R"* represents a CLt^alkyl group, a group CH2OR* in which R^ is a C4^alkyl group, a groiq) 
C02R^ in which R^ represents a C4^alkyl group, 
and Y is represents NH and 
R^ represents H and 

R^ represents perfluorophenyl or phenyl optionally substituted by trifluoromethyl or R^ and 
R^ together with the nitrogen to which they are attached represent piperidino, moxpholino 
or piperazino each of which is optionally substituted by one or more Ci-salkyl groups, 
hydroxy, fluoro, trifluoromediyl, trifluoromethoxy, benzyl, Ci^alkanoyl or an amino group 
-NR*R^ in which R* and R^ independently represent H or CMalkyl; 

or Y is absent and 

R^ represents H or a Cj-^alkyl group optionally substituted by amino; 

R^ represents tetrahydropyranyl or 4- piperidinyl optionally substituted by one or more Ci- 
salkyl groups, hydroxy, fluoro, trifluoromethyl, trifluoromethoxy, benzyl, Ci^alkanoyl or 
an amino group -NR'^R^ in which R* and R^ independently represent H or CMalkyl or a Cj. 
6alkyl group optionally substituted by amino; 
or 

R^ and R^ together with the nitrogen to which they are attached represent piperidino, 
morpholino or piperazino each of which is optionally substituted by Ci.salkyl or fluoro. 
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wherem R and R represent phenyl independently optionally substituted by one or more 
chloro;and 

R'' represents butyl, rerf-butyl, cyclohexyl or benzyl. 

4. A compound according to claim I represented by formula He 



.1 




!lc 

wherein R* and R^ represent phenyl independently optionally substituted by one or more 
chloro or methyl; 
u is 0, U 2, 3, or 4; 

R-^ represents triazolyl, tetrazolyl, imidazolyl, pyrrolyl, thiazolyl, oxazolyl, oxazinolyl, 
isoxazolyl, isothiazolyl, oxadiazolyl, thiadiazolyl, azolactonyl or azetidinyl each of which 
is optionally substituted by one or more of the following: morpholinyl, piperidinyl, 
pyrrolidinyl, a Ci.aalkylthio group, a Ca^cycloalkyl group, Ci.aalkoxy. hydroxy, amino. Ci- 
ealkylamino, di(Ci^alkyl)anuno, or a Ci^alkyl group optionally substituted by one or more 
of the following: Ci.salkoxy, hydroxy, amino, Ci-salkylamino, di(Cu6alkyl)amino, 
morpholinyl, piperidinyl or pyrrolidinyl or a group of formula CH(X)RPR*' in which X is 
hydroxy, a Ci-ealkoxy group, difluoromethoxy, Ci^alkyl, amino, CuaUc/lamino, di(Ci. 
6alkyl)amino, morpholinyl, piperidinyl or pyrrolidinyl, R^ represents hydrogen, a Ci^alkyl 
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group or a Ca^ycloalkyl group and R*" represents hydrogen, a Ci-^alkyl group or a C3- 
ecycloalkyl group or represents .Q^alkoxy group tenninally substituted on carbon by 
one or more fluoro; and 

represents piperidino, 4,4-difluorocyclohexyI or Cs-ealkyl optionally substituted by 
hydroxy. 

5. A compound according to claim 4 in which R^ and R^ represent phenyl independently 
optionally substituted by one or more chloro or methyl; 

R^ represents triazolyl or tetrazolyl each of vyhich is optionally substituted by one or more 
of the following: a Ci^alkylthio group, a Cs^cycloalky] group or ^a Ci_6al]cyl group 
optionally substituted by one or more of the following: Ci^alkoxy, hydroxy, amino, Ci. 
6alkylamino, di(Ci.6alkyl)amino, morpholinyl, piperidinyl ojr pyrrolidinyl or a group of 
formula CH(X)RPR^ in which X is hydroxy, difluoromethoxy, Cj^kyl, amino Ci. 
ealkylamino, di(Ci^alkyl)amino, morpholinyl, piperidiyl or pyrrolidinyl. R^ represents 
hydrogen, a Ci^alkyl group or a Cs-ficycloalkyl group and R^ represents hydrogen, a Ci. 
6alkyl group or a Ca^cycloalkyl group or R* represents Ci^alkoxy group terminally 
substituted on carbon by one or more fluoro; and u is 0 or 1; and 

R represents piperidino, 4,4-difluorocyclohexyl or Ca^alkyl optionally substituted by 
hydroxy. 

6. A compound selected from one or more of the following: 

rcrr-butyl5,6-bis(4-cUorophenyl)-3-((piperidin-l-ylamino)ca^ 
carboxylate; 

butyl 5,6-bis(4HdilonDphenyl)-3-[(piperidin-I-ylamino)carbonyl]pyrazine-2-c^ 

cycIohexyl5,6-bis(4-cUorophenyl>3-[(piperidin-l-ylamino)carbonyl]pyra2a 
carboxylate; 

benzyl 5,6-bis(4-cMorophenyl)-3-[0piperidin-l-ylamino)carbonyl]pyrazine-2-cM^ 
tert-butyl 5,6-bis(4-chlorophenyI)-3-({[cis-2-hydroxycyclohexyl]aniino}carbonyl)- 
pyra2ine-2-caiboxylate; 

tert-butyl5,6-bis(4-cUorophenyl)-3-({[trans-2-hydroxycyclohexyl]aniino}carbonyI> 
pyrazine-2-caiboxylate; 
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I tert-butyl 5,6-bis(4-chlorophenyl)-3-( { 2-[4-(trifluoromethyl)phenyl]hydrazino }carbonyI)- 
pyrazine-2-carboxylate; 

tert-butyl 5 ,6-bis(4<:hloropheny])-3-[(morpholin-4-ylamino)carbonyl]pyraziae-2- 
carboxylate; . ~* 

; 5 tert-butyl 5,6-'bis(4-chlorophenyl)-3-( { 2-t4-(tert-butylhydra2ino } carbonyl)pyra2ine-2- 
carboxylate; * 

3-(tert-butoxymethyl}-5,6-bis(4-chlorophenyl)-N-piperidin-l-ylpyrazine-2-carboxam 

5,6-bis(4-chlorophenyl)-3-(cyclohexylidenemethyl>N-piperidiii-l-ylpyrazine-2- 
carboxamide; 

;io 5,6-bis(4-chlorophenyl)-3-(cyanomethyl)-N-piperidin-l-ylpyrazine-2-carboxanude; 
; 5,6-bis(4-chlorophenyl)-3-(l -methoxyethyl)-iV-piperidin-l-ylpyra2irie-2-carboxamide 

tert-butyl 5,6-bis(4-chlorophenyl)-3-{[(2-hydroxy-l-methylethyl)amino]carbonyl}- 

pyrazine-2-carboxylate; 

tert-butyl 5,6-bis(4-chlorophenyl)-3-{ [(4,4-difluorocyclohexyl)aniin6]caibonyl ) pyrazine- 
. 15 2-carboxylatc; 

J tert-butyl 5,6-bis(4-chlorophenyl)-3-[(pentylaraino)carbonyl]pyrazine-2-carboxylate; 

tert-butyl 5,6-bis(4-chlorophenylV3- { [(l-ethylpropyl)amino]carbonyl }pyra2ine-2- 
. . carboxylate; 

tert-butyl 5,6-bis(4-chlorophenyl)-3-{[(4,4-difluoropiperidin-l-yl)a^ • . 

20 pyrazine-2-carboxylate; 

- 5,6-bis(4-chlorophenyl)-N-pipcridin-l-yl.3-[(4-propyl-lH-l,2,3-triazol-l^ 
J yl)metbyl]pyra2ine-2-carboxainide; 

5,6-bis(4-chlorophenyl)-3-{[4-(l-hydroxyethyl)-lH-l,2,3-tria2ol-l-yl]i^ 

piperidin-l-ylpyrazine-2-carboxamide; 
: 23 5,6-bis(4-chlorophenyl)-3-{[5-(l-hydroxyethyl)-lH-lA3-triazol-l-yl]m^ 
j ; piperidm-l-ylpyrazine-2-carboxamide; 

; tert-butyl {[l-({5,6-bis(4-chlorophenyl)-3-[(plperidin-l-ylamino)carbonyl]pyrazin-2- 
yl }methyl)- IH- l,2,3-triazol-4-yl]methyl }carbamate; 

tert-butyl { [l-({5,6-bis(4-cUorophenyl)-3-[Cpiperidin-l-ylainino)carbonyl]pyrazin-2^ 
; 30 yl}methyl)-lH-1^3-triazol-5-yl]methyl}cart)amate; 
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3-{[4KaminomethyI)-lH-l,23-triazol-l.yl]mcthyl}-5.^^^^^ 
1 -yIpyrazine-2-<^arboxainicIe; 

3-{[5-(animomethyl)-lH-l;23-triazol4-yI]methyl}-5,6«bis(4 
1 -ylpyrazine-2-caiboxamide; 

5,6-bis(4KiloropheByI).3-(phenoxyinethyl)-iV-piperid^^ 

5,6-tis(4-diIorophenyl)-3-(moipholin'4-ylmethyI)-7V-p^^^ 

caiboxamide; 

5,6-bis(4-chlorqphenyl)-3-<pipcridm-l -ylmethyl)-//-piperidin-l -ylpyrazin©-2- 
carboxamide; 

5,6-bis(4-chlorophenyl)-3-I(cyclohex-2-«n-l-yloxy)methyl]-/^^^^ 
carboxainide; 

5,6-bis(4-chloropheriyl). 3- [(cycIohexyloxy)methyI]-//-pipeiidin-l.ylpyrazine.2- 
carboxamide; 

5,6-bis(4-chlorophenyl)- ;\^-(2-hydroxyethyI)-iV'-piperidin-l-^^^ - 
dicarboxamide; 

5,6-bis(4-chlorophenyl). iV^(3-hydroxybutyl)-iS^ -piperidin-l-ylpyra2ine-23 - 
dicarboxamide; 

5,6-bis(4-ch]orppheny]> iV-(3-hydroxypropyI>i\^'-piperidin-l-yIpyrazine--2,3 - 
dicarboxamide; 

Tert'hutyl 5,6-bis(4-methylphenyl)-3-[( piperidin"I-ylaniiDo)cart)onyl]pyra2ine-2- 
carboxylate; 

5,6-bis(4-inethylpheny])-iV-piperidin-l-yl -3 -(lfl^tetra2oI.l-ylmethyl)pyrazine-2- 
carboxamide; 

5,6-bis(4-methylphenyl)-JV^piperidin-l-yl -3 -(2ff-tetrazol-2-ylmethyI)pyra2ine-2" 
carboxamide; 

5,6-bis(4-chloropheiiyl)-iV-piperidiii-l-yl -3 -(2H-tetra2oI-2-ylmethyl)pyrazine-2. 
carboxamide; 

5,6-bis(4-cmorophenyl)-//-piperidin-l-yl-3-(liy4etrazol-l-ylme^^^ 
carboxamide; 
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5,6-bis(4-cWorophenyl)-iV'-<4,4-difluorocyclohexyl)-3K2^^ 
! 2-carboxanude; 

5,6-bis(4<Uorophenyl)-iVK4,4KlifluQropiperidin-l-yl)-^^ 

. ylinethyl)pyraziiie-2-carboxamicle; 
5 5,6-bis(4-chIorophenyl)-3-[(2-mefeoxyethoxy)inethyl]-JV^ 

carboxamide; 

I 5,6H-bis(4-cUorophenyl>3-[(5-cyclopropyl-2ff-tetrazol-2-yl)methyl]-^ 
ylpyrazine-2-carboxamide; 

5,6.bis(4<hI(>rophenyl)-3-[(5-cyclopropyl-lH-tetrazol-l-yl)methyl]-^^^ 
10 yIpyrazine-2-carboxaTnide; 

5,6-bis(4-chIorophenyl)-3-[(5-inethyl-2H-tetra2ol-2-yl)methyl]-A^-pi^ l-ylpyrazine- 
i 2-carboxainide; 

5,6-bis(4-cWorophenyl)-3-[(5-methyl-lif-tetra2ol-l-yl)methyl]-A^-pi^ 
2-carboxamide; 

15 fer/-butyl 6-(4-chlorophenyl)-5-(4-methyIphenyl)-3-[(piperidin-l- 
ylamino)carbonyl]pyrazine-2-carboxylate; 
^er^butyl 5-(4-chloropheny l)-6-(4-methylphenyl>3- [(piperid^^ 
ylamino)carbonyl]pyrazine-2-carboxylate: 

6-(4-chlorophenyl)-5-(4-methylphenyl)-A/'-piperidin-l-yl-3-(2//-teti^ 

20 ylmethyl)pyrazine-2-carboxaimde; 

5-(4-chlorophenyl)-6-(4-methylphenyl)-N-piperidin-l-yl.3-(2H-tet^ 

1 ylinethyl)pyrazine-2-carboxaniide; 

^c^^butyl 5.6-bis(4-cMorophenyI)-3-{ [(2-hydroxyethyl)(met^^^ 

carbonyl}pyrazine-2-carboxylate; 
25 5,6-bis-(4-chloro-phenyI)-3-propoxy-pyrazine-2-carboxylic acid piperidin- l-ylamide; 

5,6-bis(4-cMon>phenyl)-jV-piperidin-l-yl-3-(2H-tetra20l-5 
I . carboxamide * 

5,6-bis(4-chlorophenyl)-A?-pipericBn-l-yl-3-<lH-tetra2ol-5-yl)pyr^ 

5,6-bis(4-cUorophenyl)-3-[(5-moipholin-4-yl-2fl^-tetra2ol-2-yl)m^ 
30 ylpyra2ine-2-carboxamidc; . . . ; . 
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5,6-bis(4-chloropheny])-3-[(5-moiphoUn-4-yl-lif-tetra2ol-l-yl)^^ 
yIpyra2ine-2-carboxamide; 

5,6-bis(4'CUorophenyl)-7/-piperidin-l-yl-.3-[(5-pyiTOlidm 
yl)methyl]pyra2ine-2-carboxamide; 
5 5,6-bis(4K:hlorophenyI)-//'piperidin-l-yI-3-[(5-pyiTo^ 
yl)methyI]pyra2ine-2-carboxaixude; 

5,6-bis(4-chlorophenyl)-3- { [Hniethylthio)-2/f-tetra2ol-2-yI]ii3ethyl}-//-piperidin-l- 
ylpyrazine-2-carboxaniide; 

5,6-bis(4<hIorophenyl)-3-{[5<methyIthio)-li^-tetrazoI-l-yl]methyl}-^^ 
10 ylpyra2ine-2-^aiboxaraide; 

5,6-bis(4-chlorophenyl)-A^-<4,4-difluorocycIohexyl)-3<methoxymethyI)^ 
caiboxamide; 

5,6-bis(4-chloropfaenyl)-Ar-(4,4^ifIuorocyclohexyI)-3-{[(4- 
fluorobenzyI)oxy]methyl)pyrazine-2-carboxamide; 
15 5,6-bis(4-chlorophenyl)-3-[(4,4-difluoropiperidin-l -yl)methyl]-//-pipeiidine-l -ylpyiazine- 
2-carboxamide; 

5.6-bis(4-chlorophenyI)-Ar-<4,4KMuoiwyclohexyl)-3-[(4,4Klifl 
yI)methyI]pyrazine-2-carboxamide; or 

5,6-bis(4-chIorophenyI)-AK4,4-difluoropiperidin-l-yl)-3-(methoxymethyJ)pyr^ 
20 carboxamide; 

and pharmaceutically acceptable salts thereof, 

7. A compound of fomula I as claimed in any previous claim for use as a medicament. 

25 8. A pharmaceutical formulation comprising a compound of formula I, as defined in any 
one of claims 1 to 6 and a pharmaceutically acceptable adjuvant, diluent or carrier. 

- 9. Use of a compound of formula I according to any one of claims 1 to 6 in the 
preparation of a medicament for the treatment or prophylaxis of obesity, psychiatric 
30 disorders such as psychotic disorders, schizophrenia and bipolar disorders, anxiety, anxio- 
depressive disorders, depression, cognitive disorders, memory disorders, obsessive- 
compulsive disorders, anorexia, bulimia, attention . disorders, epilepsy, and related 



wo 2004/111034 



PCT/SE2004/00(»970 



.112 

conditions, and neurological disorders such as dementia, neurological disorders, 
Parkinson's Disease, Huntington's Chorea and Alzheimer's Disease, immune, 
cardiovascular, reproductive and endocrine disorders, septic shock, diseases related to the 
respiratory and gastrointestinal systems, and extended abuse, addiction and/or relapse 
3 indications. 

. 10. A method of treating obesity, psychiatric disorders, psychotic disorders, schizophrenia 
and bipolar disorders, anxiety, anxio-depressive disorders, depression, cognitive disorders, 
memory disorders, obsessive-compulsive disorders, anorexia, bulimia, attention disorders, 

10 epilepsy, and related conditions, neurological disorders, neurological disorders, 
Parkinson's. . Disease, Huntington's Chorea and Alzheimer's Disease, immune, 
cardiovascular, reproductive and endocrine disorders, septic shock, diseases related to the 
respiratory and gastrointestinal system, and extended abuse, addiction and/or relapse 
indications, comprising administering a pharmacologically effective amount of a 

IS compound of formula I accordmg to claim 1 to a patient in need thereof. 

1 1 . A compound as defined in any one of cldms 1 to 6 for use in the treadnent of obesity. 

12. A compound as defined in any one of claims 1 to 6 in combination with another 
5 20 pharmaceudcally activre compound. 

1 3 . A process to prepare a compound of formula I according to claim 1 comprising 
a) reacting a compound of fomiula IQ 




in which R\ and are as previously defined with an amine of foromla IV 
R^R^YNHa IV 
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in which Y, and are as previously defined in a solvent, in the presence of a coupling 
agent and optionally in the presence of a base at a temperature in the range of .-25*'C to 
150**C to give compounds of formula I in which R\ R^ and R^are as previously defined 
and R^ is COYNR^R^ as previously defined, or 
b) reacting an azide of formula XI . 




N3 



in which R', R^ and R^ are as previously defined 

with ah acetylene of formula Xn 
H-C=C-2 

xir 

in which Z is as previously defined in an inert solvent and optionally in the presence of a 
catalyst at a temperature in the range of -25°C to 150°C to give compounds of formula I 
in which R\ R^ and R^ are as previously defined and represents a group CH2(1H-1 A3- 
triazol-l-yl) in which the triazole is optionally substituted on carbon by Z ; or 

c) reacting a compound of formula XIV 




XIV 

in which R\ R^ and R* are as previously defined, and R® represents an alkyl group with an 
amine of formula IV 
R^R^Y1NIH2 IV 

or a salt thereof m which Y, R^ and R^ are as previously defined in a solvent in the 
presence of a coupling agent and optionally in an inert atmosphere at a temperature in the 
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range of -25°C to 150°C to give compounds of formula I in which R\ and are as 
previously defined and R^ is COYNR^R*^ ; or 

d) reacting a compound of formula XV 



N.. ^COX 




XV 

)1 T>2. 



in which R , R and R are as previously defined and X represents a leaving group with an 
amine of forihula IV 

R^R^YNHa IV ' 

or a salt thereof in which Y, R^ and R^ are as previously defined in a solvent optionally in 
the presence of a base at a temperature in the range of -25°C to ISO^'C to give compounds 
of formula I in which r\ R^ and R^ are as previously defined and R^ is COYNR^R^; or 
d) de-protecting compounds of formula I, in which one or more groups is protected, to 
give a compounds of formula L 

14. A compound of formula XI 




in which R\ R^ and R^ are as previously defined. 



